0 0 

PHA 4160.1(3202/1) 
PATENT 



\^ 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

A is selected from the group consisting of single covalent bond and (CH(R 15 )) pa - 
(W 7 ) rr wherein rr is\n integer selected from 0 through 1 , pa is an integer selected from 
0 through 3, and W 7 is selected from the group consisting of (R 7 )NC(0) and N(R 7 ) with 
the proviso that no more x than one of the group consisting of rr and pa is 0 at the same 
time; 

R 7 is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the^group consisting of hydrido, halo, alkyl, and haloalkyl; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, hydroxyamino, amidino,\mino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; \^ 

Z° is selected from the group consisting of a covalent single bond, O, S, NH, and 
CH 2 ; \ 

Q is selected from the group consisting of aryl and heteroaryl wherein a carbon 
adjacent to the carbon at the point of attachment is optionally substituted by R 9 , the 
other carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R 13 , a carbon adjacent to R 9 and two atoms from the carbon at the point of 
attachment is optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from 
the carbon at the point of attachment is optionally substituted by R 12 , and any carbon 
adjacent to both R 10 and R 12 is optionally substituted By R 11 ; 

R 9 , R 11 , and R 13 are independently selected frorri the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkylsulfonamido, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group\consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylsulfonamido, amidosulfonyl\monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, amidocarbonyl, halo, haloalkyl, and cyano; \ 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 



2 



o 



o 



PHA4160.1(3202/1) 
PATENT 



6 1 




(IV) 



wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 is C, no more than one of D 5 , D 6 , J 5 , andV is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and no more than four of D 5 , D 6 , J^nd J 6 are N; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, lower alkylamino, 
alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; \ 

R 16 and R 19 are independently selected from the group consisting of: 

(i) hydrido, amidino, guanidino, carboxy, haloalkylthk^alkoxy, hydroxy, amino, 
lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl^haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; and\ 

(ii) Q b with the proviso that no more than one of R 16 and R 1 ^ is Q b at the same 
time and that Q b is Q be ; \ 

Q b is selected from the group consisting of NR 20 R 21 , Q be wherein Q be is hydrido, 
C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at the same time and that no more than one of R 23 and R 24 is 
hydroxy at the same time; \ 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the gr s oup 
consisting of hydrido, alkyl, and hydroxy; 

Q s is selected from the group consisting of a single covalent bond, CH 2 ^and 
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Please substitute the following for claim 18: 



18.N^once amended) The compound as recited in Claim 17 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propynyl, 2-propenyl 
propyl, isopropyl\butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, ferf-butyl, isobutyl, 2 
methylpropenyl, 1-penty!, 2=pentenyl, 3-pentenyi, 4-pentenyi, 2-pentynyi, 3-peniynyi, 2 
pentyl, 1-methyl-2-but^nyl, 1-methyl-3-butenyl, 1-methyl-2-butynyl, 3-pentyl, 1 -ethyl-2- 
propenyl, 2-methylbutyl\2-methyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 3- 
methylbutyl, 3-methyl-2-bb^enyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4- 
hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2-pentenyl, 1- 
methyl-3-pentenyl, 1-methyl-4^pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 3- 
hexyl, 1-ethyl-2-butenyl, 1-ethyl-3-butenyl, 1-propyl-2-propenyl, 1-ethyl-2-butynyl, 1- 
heptyl, 2-heptenyl, 3-heptenyl, 4-hteptenyl, 5-heptenyl, 6-heptenyl, 2-heptynyl, 3- 
heptynyl, 4-heptynyl, 5-heptynyl, 2-hteptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 1- 
methyl-4-hexenyl, 1-methyl-5-hexenyl^-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1- 
methyl-4-hexynyl, 3-heptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-4-pentenyl, 
butyl-2-propenyl, 1-ethyl-2-pentynyl, 1-ethyJ-3-pentynyl, 2,2,2-trifluoroethyl, 2,2- 
difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6,6,6- 
pentafluorohexyl, and 3,3,3-trifluoropropyl, whierein each member of group B is 
optionally substituted at any carbon up to and including 5 atoms from the point of 
attachment of B to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and 

R 36 ; \ 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, methoxy, etho*y, isopropoxy, propoxy, 
hydroxy, amino, methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, N- 
methylamino, dimethylamino, N-ethylamino, methylthio, ethiylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3^pentafluoropropyl, 
trifluoromethoxy, 1 ,1 ,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N.N-dimethylamidosulfonyl, hydroxymethyK 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl cyano, and Q b ; 

A is selected from the group consisting of single covalent bond\NH, N(CH 3 ), 
N(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , 
CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; \ 
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\r 1 and X° are independently selected from the group consisting of hydrido, 
hydroxys amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, 
methylthio, ethylthio, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and 
bromo; \ 



D2 70 rj- N 



V 



Z° is selectee! from the group consisting of a covalent single bond, 0, S, NH, and 
CH 2 ; \ 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 2-furyl, 3- 
furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 
3-isoxazolyl, 5-isoxazolyl, 2^pyridyl, 3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4- 
pyrimidinyl, 5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 1 ,3,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon^at the point of attachment is optionally substituted by R 9 , 
the other carbon adjacent to the\oarbon at the point of attachment is optionally 
substituted by R 13 , a carbon adjacent to R 9 and two atoms from the carbon at the point 
of attachment is optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms 
from the carbon at the point of attachment is optionally substituted by R 12 , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R 11 ; 

R 9 , R 11 , and R 13 are independently^selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, methyl, ethy^propyl, isopropyl, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, N-methylamino, N,N-dimethylamino, N- 
ethylamino, methylthio, ethylthio, isopropylthio\trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, 
fluoro, chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 2,2,2- 
trifluoro-1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, N,N- 
dimethylamidocarbonyl, and cyano; \ 

R 10 and R 12 are independently selected from the grojjp consisting of hydrido, 
amidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, isopropyl, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyaminoXethoxyamino, acetamido, 
trifluoroacetamido, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-^methylamino, 
dimethylamino, N-ethylamino, methanesulfonamido, amidosulfonyl, N- 
methylamidosulfonyl, N.N-dimethylamidosulfonyl, hydroxymethyl, 1\hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
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amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, fluoro, chloro, 
bromo, and cyano; 

X/ 0 is selected from the group consisting of: 
1 -Q b -4-Q*-2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 2-Q b -5-Q s -6-R 17 -4-R 18 -2-R 19 pyridine, 3-Q b -6- 
Q s -2-R 16 -5 s -R 18 -4-R 19 pyridine, 2-Q b -4-Q s -3-R 16 -6-R 18 pyrazine, 3-Q b -6-Q s -2-R 18 -5-R 18 -4- 
R 19 pyridazin X e„ 2-Q b -5-Q s -6-R 17 -4-R 18 pyrimidine, 5-Q b -2-Q s -3-R 16 -6-R 19 pyrimidine, 3-Q b -5- 
OM-R 16 -2-R 19 thiophene, 2-Q b -5-Q s -3-R 1 M-R 17 thiophene, 3-Q h -5-Q s -4-R 16 -2-R 1G furan, 2- 
Q b -5-Q s -3-R 16 -4^R 17 furan, 3-Q b -5-Q s -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q s -3-R 16 -4-R 1 'pyrrole, 4- 
Q b -2-Q s -5-R 19 imidazole, 2-Q b -4-Q s -5-R 17 imidazole, 3-Q b -5-Q s -4-R 16 isoxazole, 5-Q b -3-Q s - 
4-R 16 isoxazole, 2-Q\5-Q s -4-R 16 pyrazole, 4-Q b -2-Q s -5-R 19 thiazole, and 2-Q b -5-Q s -4- 
R 17 thiazole; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy^ amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N- 
methylamino, dimethylamino, N^-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethylthio, methylsulfinyl,, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyano; 

R 16 and R 19 are independently selected from the group consisting of: 

(i) hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, aminomethyl, 1-aminoethyl, 2- 
aminoethyl, N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methylsulfonyl, 
ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N.N-dimethylamidosulfonyl, hydroxymethyl, 1- 
hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyano; and 

(ii) Q b with the proviso that no more than one of R 1f \and R 19 is Q b at the same 
time and that Q b is Q be ; \ 

Q b is selected from the group consisting of NR 20 R 21 , Q b \\ wherein Q 156 is hydrido, 
C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at the same time and that no more than\one of R 23 and R 24 is 
hydroxy at the same time; \ 
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R 20 , R , R^, R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido>methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 

Q s is selected fronVttie group consisting of a single covalent bond, CH 2 , and 
f CH 2 CH 2 . 



Please substitute the following for claim 19: 



19. (once amended) The compound as recited in Claim 18 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is^elected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, ferf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
/ hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 
I^J 1 2-dimethylaminopropV 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 

2- guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-hexyl, and ^^-aminobutyl; 

A is selected from theV° u P consisting of single covalent bond,CH 2 , NHC(O), 
CH 2 CH 2 , CH 2 CH 2 CH 2 , and CH 3 GHCH 2 ; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymetl^yl, methoxyamino, methylthio, trifluoromethoxy, 
fluoro, and chloro; 
R 2 is Z°-Q; 

Z° is selected from the group consisting of a covalent single bond, O, S, NH, and 
CH 2 ; ^ 

Q is selected from the group consisting v of 5-amino-3-amidocarbonylphenyl, 5- 
amino-2-fluorophenyl, 3-amino-5-hydroxymethylphenyl, 5-amino-3- 
methoxycarbonylphenyl, 3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2- 
methylthiophenyl, 3-aminophenyl, benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 

3- carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 2,6- 
dichlorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl\2-fluorophenyl, 3-fluorophenyl, 
2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3-rnethanesulfonylaminophenyl, 
2-methoxyphenyl, 3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4- 
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methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2- 
trifli^romethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2-thienyl, 3-pyridyl, 
4-pyridyl\2-thienyl, and 3-thienyl; 

Y° ^selected from the group consisting of: 
1-QM-Q 8 -2-R 1 -^-R"^ 3-Q b -6- 
Q s -2-R 16 -5-R 18 -4-R^pyridine, 3-Q b -5-Q s -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q s -3-R 16 -4- 

R 16 and R 19 are independently selected from the group consisting of: 

(i) hydrido, amidinc^amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; and 

(ii) Q b with the proviso th^no more than one of R 16 and R 19 is Q b at the same 
time and that Q b is Q be ; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is selected from the group consisting^ Q be wherein Q be is hydrido and 
C(NR 25 )NR 23 R 24 ; \. 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 
and methyl; 

Q s is CH 2 . 



Please substitute the following for claim 20: 



20. (once amended) The compound as recited in Claim 17 having the Formula: 





or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
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substituted at any carbon up to and including 6 atoms from the point of attachment of B 
to A \ith one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydridcK acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino,, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Cr; 

A is selected from the group consisting of single covalent bond and (CH(R 15 )) pa - 
(W 7 ) rr wherein rr is an integer selected from 0 through 1 , pa is an integer selected from 
0 through 3, and W 7 is N(R 7 ); 

R 7 is selected from the group consisting of hydrido and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamiqo, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is a covalent single bond;\ 

Q is selected from the group consisting of aryl and heteroaryl wherein a carbon 
adjacent to the carbon at the point of attachment is optionally substituted by R 9 , the 
other carbon adjacent to the carbon at thfe point of attachment is optionally substituted 
by R 13 , a carbon adjacent to R 9 and two at^ms from the carbon at the point of 
attachment is optionally substituted by R 10 , aVarbon adjacent to R 13 and two atoms from 
the carbon at the point of attachment is optionaHy substituted by R 12 , and any carbon 
adjacent to both R 10 and R 12 is optionally substituted by R 11 ; 

R 9 , R 11 , and R 13 are independently selected\^rom the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkoxy, alkylsulfinyl, 
alkylsulfonyl, amidosulfonyl, monoalkylamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; \^ 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, alkoxyamino, aminoalkyl, 
hydroxy, amino, lower alkylamino, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl,\ialo, haloalkyl, 
carboalkoxy, carboxy, carboxyamido, carboxyalkyl, and cyano; \ 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 
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wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 is C, no more than one of D 5 , D 6 , J^and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be\covalent bond when two of D 5 , D 6 , J 5 , and J 6 



are O and S, and no more than four of D 5 , D^, J 5 , and J b are N; 

R 17 and R 18 are independently selectecKfrom the group consisting of hydrido, 
amidino, guanidino, carboxy, haloalkylthio, alkoxy^hydroxy, amino, lower alkylamino, 
alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; \ 

R 16 and R 19 are independently selected from the group consisting of: 

(i) hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; and^ 

(ii) Q b with the proviso that no more than one of R 16 and is Q b at the same 
time and that Q b is Q be ; \ 

Q b is selected from the group consisting of NR 20 R 21 , Q be wherejn Q be is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 ; \ 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido and alkyl; \ 

Q s is CH 2 . \ 
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Please substitute the following for claim 21 : 



21 . (once amended) The compound as recited in Claim 1 7 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, terf-butyl, isobutyl, 2- 
methylpropenyl,\^pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 3- 
pentyl, 2-methy!buty!, 2-methy!-2-buter.yi, S-methyibutyi, 3-methyi-2-butenyi, 1-hexyl, 2- 
hexenyl, 3-hexenyl, 4^iexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2- 
pentenyl, 1-methyl-3-pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 3-hexyl, 1- 
ethyl-2-butenyl, 1-heptyl, 2Mieptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 2-heptynyl, 3- 
heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 1- 
methyl-4-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1-methyl-4-hexynyl, 3-heptyl, 
1-ethyl-2-pentenyl, 1-ethyl-3-pen^enyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 2,2,2- 
trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4- 
trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein each 
member of group B is optionally substituted at any carbon up to and including 5 atoms 
from the point of attachment of B to A witf\one or more of the group consisting of R 32 , 
R 33 , R 34 , R 35 , and R 36 ; N \ 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N- 
methylamino, dimethylamino, methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, amidocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the group consisting of: \ 

(i) a single covalent bond, NH, N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; and 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and\CH 2 CH 2 N(CH 2 CH 3 ) with the 



proviso that B is hydrido; 



\ 



\ 



X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, ancHluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy^ amino, 
aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, methylthio, 
trifluoromethoxy, fluoro, and chloro; \ 

R 2 is selected from the group consisting of phenyl, 2-thienyl, 2-fujyl, 2-pyrrolyl, 2- 
imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, wherein a carbon adjacent 
to the carbon at the point of attachment is optionally substituted by R 9 , the other carbon 
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adjacent to the carbon at the point of attachment is optionally substituted by R 13 , a 
carbon adjacent to R 9 and two atoms from the carbon at the point of attachment is 
optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from the carbon at 
the point\of attachment is optionally substituted by R 12 , and any carbon adjacent to both 
R 10 and R 1 \is optionally substituted by R 11 ; 

R 9 , R^, and R 13 are independently selected from the group consisting of hydrido, 
methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methyiamino, N,N-dimethylamino, 
methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, 
amidosulfonyl, N^methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1- 
hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 

R 10 and R 12 are^ndependently selected from the group consisting of hydrido, 
amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoroacetamido, aminometr^yl, N-methylamino, dimethylamino, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, 
bromo, and cyano; V 

Y° is selected from the group consisting of: 
1 -Q b -4-Q s -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 2-Q b -5-Q s -6-R 17 -4-R 18 -2-R 19 pyridine, 2-Q b -5- 
Q s -3-R 16 -4-R 17 thiophene, 3-Q b -6-Q s -2-R 16 -5-R 18 -4-R 19 pyridine, 3-Q b -5-Q s -4-R 16 -2- 
R 19 thiophene, 3-Q b -5-Q s -4-R 16 -2-R 19 furan, 2-Q b -5-Q s -3-R 16 -4-R 17 furan, 3-Q b -5-Q s -4-R 16 - 
2-R 19 pyrrole, 2-Q b -5-Q s -3-R 16 -4-R 17 pyrrole\4-Q b -2-Q s -5-R 19 thiazole, and 2-Q b -5-Q s -4 
R 17 thiazole; 

R 16 , R 17 , R 18 , and R 19 are independentlVselected from the group consisting of 
hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, amino, aminomethyl, 1- 
aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, methylthio, ethylthio, 
trifluoromethylthio, methylsulfinyl, methylsulfonyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoromethoxy, fluoro, chloro, amidosulfonyl, N- 
methylamidosulfonyl, hydroxymethyl, carboxy, and cyano. 

Q b is selected from the group consisting of NR 20 Ry C(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the proviso that said Q b group is bonded directly to a 
carbon atom; \ 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, and ethyl; v 

Q s is CH 2 . 
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Please substitute the following for claim 22: 



£2. (once amended) The compound as recited in Claim 21 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is.selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-metliyl butyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropyl, 3-meihoxy-2-propyi, 2-methoxyethyi, 2-methyi-2-butyl, 3-methyl-2-butyl, 
2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 

2- guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-hexyl, ^nd 4-aminobutyl; 

A is selected frorrrthe group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; \^ 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

R 2 is selected from the group consisting of 5-amino-3-amidocarbonylphenyl, 5- 
amino-2-fluorophenyl, 3-amino-5-hydroxymethylphenyl, 5-amino-3- 
methoxycarbonylphenyl, 3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2- 
methylthiophenyl, 3-aminophenyl, benzV 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 

3- carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-c{ilorophenyl, 2-chlorophenyl, 2,6- 
dichlorophenyl, 3-cyanophenyl, 3-dimethylan^inophenyl, 2-fluorophenyl, 3-fluorophenyl, 
2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
2-methoxyphenyl, 3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4- 
methylphenyl, phenyl, 3-trifluoroacetamidopheny^3-trifluoromethylphenyl, 2- 
trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2-thienyl, 3-pyridyl, 

4- pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 
1 -Q b -4-Q s -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 2-Q b -5-Q s -6-R 17 -4-R 18 -2-R 19 pyridine, 3-Q b -6- 
Q s -2-R 16 -5-R 18 -4-R 19 pyridine, 3-Q b -5-QM-R 16 -2-R 19 thioph^e, and 2-Q b -5-Q s -3-R 16 -4- 
R 17 thiophene; \ 

R 16 and R 19 are independently selected from the group consisting of: 
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(i) hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fiboro, chloro, and cyano; and 

(ii) Q b with th^proviso that no more than one of R 16 and R 19 is Q b at the same 
time and that Q b is Q be \ 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is selected from the group consisting of Q be wherein Q be is hydrido and 
C(NR 25 )NR 23 R 24 ; \ 

R 23 , R 24 , and R 25 are independency selected from the group consisting of hydrido 
and methyl; 

Q*isCH 2 . 



Please substitute the following for claim 33: 



33. (once amended) A compound having the Formula 




or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including^ atoms from the point of attachment of B 
to A with one or more of the group consisting of\R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy)tiydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; \ 
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R 9 , R 10 , R 11 , R 12 , and R 13 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, haloalkanoyl, amidino, 
guanidino/alkylenedioxy, haloalkylthio, heteroaryl, heterocyclyl, alkoxy, hydroxy, amino, 
lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkylsulfonamido, amidosulfonyl, 
monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
I hydroxyalkyl, aminoalkyl, carboalkoxy, carboxyalkyl, carboxy, carboxamido, and cyano; 
^ \jj A is selected\from the group consisting of single covalent bond and (CH(R i3 )) pa - 

/ (W 7 ) rr wherein rr is arVinteger selected from 0 through 1 , pa is an integer selected from 
/ / 0 through 3, and W 7 is selected from the group consisting of (R 7 )NC(0) and N(R 7 ) with 
the proviso that no more than one of the group consisting of rr and pa is 0 at the same 
time; \ 

R 7 is selected from the.group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 

X° is selected from the group consisting of hydrido, alkyl, cyano, halo, haloalkyl, 
haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
hydroxyalkyl, alkoxyamino, thiol, andvalkylthio; 

W, X, Y, and Z are independently selected from the group consisting of C(R 9 ), 
C(R 10 ), C(R 11 ), C(R 12 ), N, N(R 10 ), O, S and a covalent bond with the provisos that one of 
W, X, Y, and Z is independently selected to be a covalent bond when one of W, X, Y, 
and Z is selected from the group consisting of N, N(R 10 ), O, and S, no more than one of 
W, X, Y, and Z is optionally selected from the\group consisting of O and S, and no more 
than three of W, X, Y, and Z are optionally selected from the group consisting of N and 
N(R 10 ); \ 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 



Q s 



R 17 . 



R 18 \ 



D 5 

R 1 8 / ^k 2 ^ ^R 19 



Q b 



(IV) 
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J 



\ 




wh s erein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S^and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 is C^o^riore than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and^no more than four of D 5 , D 6 , J 5 , and J 6 are N, with the provisos that 
R 16 , R 17 , R 18 , and R^are each independently selected to maintain the tetravalent nature 
of carbon, trivaieni nature of nitrogen, the divaient nature of suifur, and the divalent 
nature of oxygen; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy^a^oalkylthio, alkoxy, hydroxy, amino, alkoxyamino, lower 
alkylamino, alkylthio, alkylsulfinyl^alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R 16 and R 19 are independently selected from the group consisting of: 

(i) hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 
and \^ 

(ii) Q b with the proviso that no more than one of R 16 and R 19 is Q b at the same 
time and that Q b is Q be ; \ 

Q b is selected from the group consisting of NR 20 R 21 >(3 be wherein Q be is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 , with the provisos that no more than one 
of R 20 and R 21 is hydroxy, amino, alkylamino, or dialkylamino at the same time and that 
no more than one of R 23 and R 24 is hydroxy, amino, alkylamino, or dialkylamino at the 
same time; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino;^ 

Q s is selected from the group consisting of a single covalent bond, CH 2 , and 



CH 2 CH 2 . 



Please substitute the following for claim 34: 

34. (once amended) The compound as recited in Claim 33 or a 
pharmaceutical^ acceptable^alt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, terf-butyl, isobutyl, 2- 
|y methylpropenyl, 1-pentyl, 2-pente\yl, 3-pentenyl, 4-pentenyl, 2-pentynyl, 3-pentynyl, 2- 
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pentyl, 1-methyl-2-butenyl, 1-methyl-3-butenyl, 1-methyl-2-butynyl, 3-pentyl, 1-ethyl-2- 
propenyl, 2-methylbutyl, 2-methyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 3- 
methylbutyl, 3-methyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4- 
hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2-pentenyl, 1- 
methyl-3-pentenyl, 1-methyl-4-pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 3- 
hexyl, 1-ethyl-2-butenyl, 1-ethyl-3-butenyl, 1-propyl-2-propenyl, 1-ethyl-2-butynyl, 1- 
heptyi, 2-heptenyi, 3-heptenyi, 4-heptenyi, 5-heptenyi, 6-heptenyl, 2-heptynyl, 3- 
heptynyl, 4-hep;tynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 1- 
methyl-4-hexenyl^1-methyl-5-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1- 
methyl-4-hexynyl, 3-vheptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-4-pentenyl, 1- 
butyl-2-propenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2- 
difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6,6,6- 
pentafluorohexyl, and 3,3\3-trifluoropropyl, wherein each member of group B is 
optionally substituted at any^arbon up to and including 5 atoms from the point of 
attachment of B to A with one x or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and 
R 36 ; \ 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carr)oxy, methoxy, ethoxy, isopropoxy, propoxy, 
hydroxy, amino, methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, N- 
methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fl^joro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxym ethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, and Q b ; 

A is selected from the group consisting of: \^ 

(i) a single covalent bond, NH, N(CH 3 ), N(OH>, CH 2 , CH 3 CH, CF 3 CH, NHC(O), 
N(CH 3 )C(0), C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 
and \ 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso that B is hydrido; \^ 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, dimethylamino, cyano, 
methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, 

\ 

\ 

\ 
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\iydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, methylthio, ethylthio, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 



\ W, X, Y, and Z are independently selected from the group consisting of CH, N, 
CF, CGI, C-CN, C-CH 3l C-CH 2 CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , C- 
N(CH 3 )^C-CH(NH 2 )CH 3 , C-CH 2 CH 2 NH 2 , C-NHOCH 3 , C-NHOCH 2 CH 3 , C-C(NH)NH 2 , C- 
CCNOHJN^C-OH, C-CH 2 OH, C-CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3 , C-OCH 2 CH 3 , C- 
C0 2 H, C-C0 2 CM 3 , C-C(0)NH 2 , C-C(0)NHCH 3 , C-C(0)NH(CH 3 ) 2 , C-CH 2 C0 2 H, C- 
S0 2 NH 2 , C-S0 2 ^HCH 3 , C-NH(0)CCH 3 , and C-NH(0)CCF 3 ; 

Y° is selected from the group consisting of: 
1 -Q b -4-Q s -2-R 16 -3-R 17 -^-R 18 -6-R 19 benzene, 2-Q b -5-Q s -6-R 17 -4-R 18 -2-R 19 pyridine, 3-Q b -6- 
Qs_2-R 16 -5-R 18 -4-R 19 pyridine, 2-Q b -4-Q s -3-R 16 -6-R 18 pyrazine, 3-Q b -6-Q s -2-R 18 -5-R 18 -4- 
R 19 pyridazine, 2-Q b -5-Q s -6- N R 17 -4-R 18 pyrimidine ) 5-Q b -2-Q s -3-R 16 -6-R 19 pyrimidine, 3-Q b -5- 
Q s -4-R 16 -2-R 19 thiophene, 2-Q b -5-Q s -3-R 16 -4-R 17 thiophene, 3-Q b -5-Q s -4-R 16 -2-R 19 furan, 2- 
Q b -5-Q s -3-R 16 -4-R 17 furan, 3-Q Vb -^-Q s -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q s -3-R 16 -4-R 17 pyrrole, 4- 
Q b -2-Q s -5-R 19 imidazole, 2-Q b -4-Q s -5-R 17 imidazole, 3-Q b -5-Q s -4-R 16 isoxazole, 5-Q b -3-Q s - 
4-R 16 isoxazole, 2-Q b -5-QM-R 16 py)azole, 4-Q b -2-Q s -5-R 19 thiazole J and 2-Q b -5-Q s -4- 
R 17 thiazole; \ 



R 17 and R 18 are independently selected from the group consisting of hydrido, 
methyl, ethyl, isopropyl, propyl, carboxy^amidino, guanidino, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N- 
methylamino, dimethylamino, N-ethylamino^ethylthio, ethylthio, isopropylthio, 
trifluoromethylthio, methylsulfinyl, ethylsulfinyl\methylsulfonyl, ethylsulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3, 3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, x chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyano; 

R 16 and R 19 are independently selected from the group consisting of: 
(i) hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, aminomethyl, 1-aminoethyl, 2- 
aminoethyl, N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethylthio, methylsulfinyl, ethylsulfinyl, nWhylsulfonyl, 
ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyh x 2,2,3,3,3- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1- 
hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyancH and 
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(ii) Q b with the proviso that no more than one of R 16 and R 19 is Q b at the same 
time and thai Q b is Q" 6 ; 

Q b is selected from the group consisting of NR 20 R 21 , Q be wherein Q be is hydrido, 
C(NR 25 )NR 23 R 24 ^and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at the same time and that no more than one of R 23 and R 24 is 
hydroxy at the same time^ 

R 20 , R 21 , R 23 , R 24 , R , and R 26 are independently selected from the group 
consisting of hydrido, methyl, ethyL propyl, butyl, isopropyl, and hydroxy; 

Q s is selected from the group^cpnsisting of a single covalent bond, CH 2 , and 
CH 2 CH 2 . 



Please substitute the fo llowing for claim 35 : 



35. (once amended) The compound as recited in Claim 34 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methylbutyl, 2^,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropyl, 3-methoxy^2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 
2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 
2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimethylaminoethyl, 3-methyl butyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-hexyl, and 4-aminobbtyl; 

A is selected from the group corteisting of single covalent bond, CH 2 , NHC(O), 
CH 2 CH 2) and CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
hydroxyamino, aminomethyl, methylamino, cyaino, methyl, trifluoromethyl, methoxy, 
hydroxymethyl, methoxyamino, methylthio, trifluoromethoxy, fluoro, and chloro; 

W and Z are independently selected from thevgroup consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, C- 
CN, C-CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , C\^H(NH 2 )CH 3 , C- 
CH 2 CH 2 NH 2 , C-NHOCH 3 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH^C-CHjOH, C- 
CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3 , C-C0 2 H, C-C(0)NH 2 , C-C(0)NHCH 3 , C- 
CH 2 C0 2 H, and C-S0 2 NH 2 ; \ 

Y° is selected from the group consisting of: x 
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1 -Q b -4-Q s -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 2-Q b -5-Q s -6-R 1 M-R 18 -2-R 19 pyridine, 3-Q b -6- 
Q^R^5-Ri8. 4 -R 19 pyridine, 3-Q b -5-QM-R 16 -2-R 19 thiophene, and 2-Q b -5-Q s -3-R 16 -4- 
R 17 thiophene; 

R 16 and^R 19 are independently selected from the group consisting of: 

(i) hydridc^amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 



hydroxymethyl, fluoro, chloro, and cyano; and 

(ii) Q b with the proviso that no more than one of R 15 and R 1G is Q b at the same 



time and that Q b is Q be ; \ 

R 17 and R 18 are independently selected from the group consisting of hydrido, 



fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is selected from the group consisting of Q be wherein Q be is hydrido and 



C(NR 25 )NR 23 R 24 ; 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 



and methyl; 

Q s is CH 2 . 



Please substitute the following for claim 36: 

36. (once amended) The compound as recited in Claim 33 having the Formula: 



or a pharmaceutically acceptable salt thereof^herein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein ea^member of group B is optionally 
substituted at any carbon up to and including 6 atorns from the point of attachment of B 
to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino,, alkoxy, hydroxy, amino, 
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alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 



dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

R?, R 11 , and R 13 are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkoxy, alkylsulfinyl, 
alkylsulfonyl v , amidosulfonyl, monoalkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxya!kyl\carboxy, carboxamido, and cyano; 
! R 10 and R 12 are independently selected from the group consisting of hydrido, 

/{ acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, alkoxyamino, aminoalkyl, 
fj 1 hydroxy, amino, lower alkylamino, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, 
carboalkoxy, carboxy\carboxyalkyl, carboxyamido, and cyano; 
A is selected from the group consisting of single covalent bond and (CH(R 15 )) pa -(W 7 ) rr 
wherein rr is an integer selected from 0 through 1 , pa is an integer selected from 0 
through 3, and W 7 is N(R 7 ) X ;^ 

R 7 is selected from the group consisting of hydrido, hydroxy and alkyl; 
R 15 is selected from the groupVonsisting of hydrido, halo, alkyl, and haloalkyl; 

X° is selected from the group consisting of hydrido, alkyl, cyano, halo, haloalkyl, 
haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 1 and R 2 are taken together to be -W=X-Y=Z- wherein -W=X-Y=Z- forms a ring 
selected from the group consisting of a heteroaryl ring having 6 contiguous members 



and an aryl; 

W, X, Y, and Z are independently selected from the group consisting of C(R 9 ), 
C(R 10 ), C(R 11 ), C(R 12 ), and N; \ 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 

Q s \ 



k 8 



R 17 v 



D 5 ^D 6 



Q b 
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(IV) 

therein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S^and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 is C>no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, onevof D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and no more than four of D 5 , D 6 , J 5 , and J 6 are N, with the provisos that 
L u U R i6 i dis^ ar ^i ,Di9 are eac u independentiy selected to maintain the ietravaient nature 
of carbon, trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent 
nature of oxygen; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy^haloalkylthio, alkoxy, hydroxy, amino, lower alkylamino, 
/ alkylthio, alkylsulfinyl, alkylsulfinyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, 

haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R 16 and R 19 are independently s selected from the group consisting of: 

(i) hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; and 

(ii) Q b with the proviso that no more than one of R 16 and R 19 is Q b at the same 
time and that Q b is Q be ; \ 

Q b is selected from the group consisting of NR 2G R 21 , Q be wherein Q be is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 ; \ 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido and alkyl; 
Q s is CH 2 . 



Please substitute the following for claim 37: 



37. (once amended) The compound as recited in Claim 36 or a 
pharmaceutically acceptable salt thereof, wherein; 

B is selected from thVgroup consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyk 2-butynyl, sec-butyl, fe/f-butyl, isobutyl, 2- 
methylpropenyl, 1-pentyl, 2-pentenyi, 3-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 3- 
j pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 3-methyl butyl, 3-methyl-2-butenyl, 1-hexyl, 2- 
v hexenyl, 3-hexenyl, 4-hexenyl, 2-hexynyl, 3^hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2- 
p\ pentenyl, 1-methyl-3-pentenyl, 1-methyl-2-pentvnyl, 1-methyl-3-pentynyl, 3-hexyl, 1- 
ethyl-2-butenyl, 1-heptyl, 2-heptenyl, 3-heptenyl>4-heptenyl, 5-heptenyl, 2-heptynyl, 3- 
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heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 1- 
methyl\4-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1-methyl-4-hexynyl, 3-heptyl, 
1-ethyl-2rpentenyl, 1-ethyl-3-pentenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 2,2,2- 
trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4- 
trifluoromethiylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein each 
member of group B is optionally substituted at any carbon up to and including 5 atoms 
from ihe point of attachment of B to A with one or more of the group consisting of K j2 , 
R 33 , R 34 , R 35 , and R^; 

R 32 , R 33 , R 34 , R 3 ^, and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N- 
methylamino, dimethylamino, methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, amidocarbonylvcarboxy, cyano, and Q b ; 

A is selected from the group consisting of: 

(i) a single covalent bond, NH^, N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; and 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso that B is hydrido; \ 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from tt^e group consisting of CH, N, CF, C- 
CN, C-CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NNCH 3 , C-CH(NH 2 )CH 3 , C- 
CH 2 CH 2 NH 2 , C-NHOCH 3> C-C(NH)NH 2 , C-C(NOH)NN 2 , C-OH, C-CH 2 OH, C- 
CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3 , C-C0 2 H, C-C(o)nH 2 , C-C(0)NHCH 3 , C- 
CH 2 C0 2 H, and C-S0 2 NH 2 ; 

Q b is selected from the group consisting of NR 20 R 21 NC(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the proviso that said Q b groupJs bonded directly to a 
carbon atom; \ 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected^from the group 
consisting of hydrido, methyl, and ethyl; \ 

Q s is CH 2 . \ 
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Please substitute th following for claim 38: 

38, (once amended) The compound as recited in Claim 37 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, fe/f-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methyl butyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropyl, 3-methoxy-2-propyi, 2-methoxyeihyi, 2-methyi-2-butyi, 3-methyl-2-butyl, 
2-dimethylaminopropyh 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 
2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimethylarhinoethyl, 3-methyl butyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-hexyl, and 4-siminobutyl; 

A is selected from the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; \ 



X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluorometh^l, hydroxymethyl, and fluoro; 

W and Z are independently selected\from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-OH, C-CH 2 QH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected fromMhe group consisting of CH, N, CF, C- 
CN, C-NH 2 , C-CH 2 NH 2 , C-CH 2 CH 2 NH 2 , C-C(NH)NM 2 , C-C(NOH)NH 2 , C-OH, C-CH 2 OH, 
C-CH 2 CH 2 OH, C-C0 2 H, C-C(0)NH 2 , and C-CH 2 C0 2 H; 

Q b is selected from the group consisting of NR 20 R^, C(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the proviso that said Q b group is bonded directly to a 



R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected, from the group 
consisting of hydrido, methyl, and ethyl; \ 

Q s is CH 2 . "> 



Please subs titute the following for clai m 39: 

39. (once amended) The compound as recited in Claim 38 or a 
pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyL (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropyl, S-methoxy^-propyl^-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 
2-dimethylaminopropyl, 2-cyanoethyl^ 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 




carbon atom; 
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2-guaqidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohex,yl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-.hexyl, and 4-aminobutyl; 

A is selectedjrom the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; 

X° is selected frorrkthe group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, rnethyiMrifiuoromethyi, hydroxymethyi, and fiuoro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, C- 
CN, C-NH 2 , C-CH 2 NH 2 , C-CH 2 CH 2 NH 2 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH, C-CH 2 OH, 
C-CH 2 CH 2 OH, C-C0 2 H, C-C(0)NH 2 , and C-CR 2 q0 2 H; 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 4- 
amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluorci^-arnidinobenzyl. 



Please substitute the following for claim 40: 



40. (onoe^ amended) A compound as recited in Claim 33 where said compound 



is selected from the group having the Formula: 




\ o 



or a pharmaceutical^ acceptable salt thereof, wherein: 

B is 2,2,2-trifluoroethyl, A is single bond, Y? is 4-amidinobenzyl, W is CH, X is C- 
NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido;\ 

B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2> 
Y is C-C0 2 H, Z is CH, and X° is hydrido; 
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is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

b\s isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, y\s C- NH 2 , Z is CH, and X° is hydrido; 

B is hydrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z s is CH, and X° is hydrido; 

B is ethyl.V is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y is 
C-C0 2 H, Z is CH, and X° is hydrido; 

B is ethyl, A is\single bond, Y° is 4-amidino-2-fluorobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is 2-propenyl, A\is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is CH, X is C- 
NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single, bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y 
is C-C0 2 H, Z is CH, and X° is hydrido; 

B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is (R)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° isMiydrido; 

B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y 
is C-CH 2 C0 2 H, Z is CH, and X° is hydrido;^, 

B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y is C- 
C0 2 H, Z is CH, and X° is hydrido; \ 

B is 2,2,2-trifluoroethyl, A is single bond.V 0 is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydndo; 

B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidindbenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z is CH, and X° is hydrido; \ 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y 
is C-C0 2 H, Z is CH, and X° is hydrido; \ 

B is hydrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; \ 

\ 

\ 
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BNs ethyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C-CH 2 OH, Y 
is C- NH 2 , Zns CH, and X° is hydrido; 

B is ethyl-, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is CH, X is C-NH 2 , 

Y is C-CH 2 C0 2 H, Z\is CH, and X° is hydrido; 

B is 2-propenyl\A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , 

Y is C-C0 2 H, Z is CH, and X° is hydrido; 




propyl, A is single bond, V is H-arnidino-zi-iiuorobenzyi, vv is u-uh, x is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z^is CH, and X° is hydrido; 

B is isopropyl, A is singleNx>nd, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, andV is hydrido; 

B is 2-butyl, A is single bond.Vs? is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z is CH, and X° is hydridoN^ 

B is (R)-2-butyl, A is single bond, Y°Ss 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , 
Y is C-C0 2 H, Z is CH, and X° is hydrido; \ 

B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido\ 

B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, W N is C-NH 2 , X is C-CH 2 OH, Y is C- 
NH 2 , Z is CH, and X° is hydrido; 



Please substitute the following for claim 41: 



Tl7~Tonce amended) The compound having the Formula 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, trial kylsilyl, C2-C8 alkyl, C3- 
C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each 
member of group B is optionally substituted at any carbon up to and including 6 atoms 
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from the point of attachment of B to A with one or more of the group consisting of R 32 , 
R 33 , R 34 , R 35 , and R 36 ; 

\R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydriclo, acetamido, haloacetamido, amidino, guanidino, alkylenedioxy, haloalkylthio, 
alkanoyloxy, alkoxy, hydroxy, amino, alkoxyamino, haloalkanoyl, nitro, lower alkylamino, 
alkylthio, aryl, aralkyl, cycloalkyl, cycloalkylalkyl, alkylsulfonamido, amidosulfonyl, 
monoaikyi amidosuifonyi, diaikyi amidosuifonyi, aikyi, aikenyi, haio, haioalkyi, 
haloalkenyl, h^lpalkoxy, hydroxyalkyl, alkylamino, carboalkoxy, carboxy, carboxamido, 
cyano, and Q b ; 

R 9 , R 10 , R 11 \R 12 , and R 13 are independently selected from the group consisting 
of hydrido, acetamid^, haloacetamido, alkoxyamino, alkanoyl, haloalkanoyl, amidino, 
guanidino, alkylenedioxy, haloalkylthio, alkoxy, hydroxy, amino, lower alkylamino, 
alkylthio, alkylsulfinyl, alkylsulfamido, alkylsulfonyl, amidosuifonyi, monoaikyi 
amidosuifonyi, dialkyl amidosuifonyi, alkyl, halo, haioalkyi, haloalkoxy, hydroxyalkyl, 
aminoalkyl, carboalkoxy, Carboxy, carboxyalkyl, carboxamido, and cyano; 

A is selected from the group consisting of single covalent bond and (CH(R 15 )) pa - 
(W 7 ) rr wherein rr is an intege^sVepted from 0 through 1, pa is an integer selected from 
0 through 3, and W 7 is selectecl-from the group consisting of O, S, C(O), (R 7 )NC(0), 
(R 7 )NC(S), and N(R 7 ) with the proviso that no more than one of the group consisting of 
rr and pa is 0 at the same time; \? 7 is selected from the group consisting of hydrido, 
hydroxy and alkyl; 

R 15 is selected from the group\consisting of hydrido, hydroxy, halo, alkyl, and 
haioalkyi; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, hydroxyamino, amidino, amino/cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haioalkyi, haloalkoxy, and halo; 

R 2 is Z°-Q; \ 

Z° is a covalent single bond; \ 

Q is selected from the group consisting of aryl and heteroaryl, wherein a carbon 
adjacent to the carbon at the point of attachment is optionally substituted by R 9 , the 
other carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R 13 , a carbon adjacent to R 9 and two atoms fronr^the carbon at the point of 
attachment is optionally substituted by R 10 , a carbon^adjacent to R 13 and two atoms from 
the carbon at the point of attachment is optionally substituted by R 12 , and any carbon 
adjacent to both R 10 and R 12 is optionally substituted by\R 11 ; 
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^ is CHR 4a wherein R 4a is selected from the group consisting of hydrido, 
hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 

E° is selected from the group consisting of a covalent single bond, C(0)N(H), 
(H)NC(O), (R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 



Q s is (CR 3 ^R 38 ) b wherein b is an integer selected from 1 through 4, R 37 is selected 
from the group consisting of hydrido, aikyi, and haioaikyi, and R 33 is selected from the 
group consisting of hydrido, alkyl, haloalkyl, aroyl, and heteroaroyl with the provisos that 
there is at least one aroyl or heteroaroyl substituent, that no more than one aroyl or 
heteroaroyl is bonded to (CR 37 R 38 ) b at the same time, that said aroyl and said 
heteroaroyl are optionally^ubstituted at from one through three of the ring carbons with 
a substituent selected frorrkthe group consisting of R 16 , R 17 , R 18 , and R 19 , that said 
aroyl and said heteroaroyl are bonded to the CR 37 R 38 that is directly bonded to E°, that 
is no more than one alkyl or one haloalkyl is bonded to a CR 37 R 38 at the same time, and 
that said alkyl and haloalkyl aretxpnded to a carbon other than the one bonding the 
aroyl or heteroaroyl; f/'l 



R 17 and R 18 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, alkoxyamino, lower 
alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R 16 and R 19 are independently selected from the group consisting of: 
(i) hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 
and \ 



(ii) Q b with the proviso that no more than one of R 16 and R 19 is Q b at the same 
time and that Q b is Q be ; \ 



Q b is selected from the group consisting of NR 20 R 21 , Q be wherein Q be is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 , with the provisos that no more than one 
of R 20 and R 21 is hydroxy, amino, alkylamino, or dialkylaminb at the same time and that 
no more than one of R 23 and R 24 is hydroxy, amino, alkylamino, or dialkylamino at the 
same time; \ 



R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino. 
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Ple ase substitute the following for claim 42: 

42. ^(once amended) The compound as recited in Claim 41 having the Formula: 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, terf-butyl, isobutyl, 2- 
methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 3- 
pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 3-methyl butyl, 3-methyl-2-butenyl, 1-hexyl, 2- 
hexenyl, 3-hexenyl, 4-hexenyl, 2-hexynyl/3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2- 
pentenyl, 1-methyl-3-pentenyl, 1-meth|l-2'-pentynyl, 1-methyl-3-pentynyl, 3-hexyl, 1- 
ethyl-2-butenyl, 1-heptyl, 2-heptenyl, 3/heptenyl, 4-heptenyl, 5-heptenyl, 2-heptynyl, 3- 
heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 1- 
methyl-4-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1-methyl-4-hexynyl, 3-heptyl, 
1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 2,2,2- 
trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4- 
trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein each 
member of group B is optionally substituted at any^carbon up to and including 5 atoms 
from the point of attachment of B to A with one or more of the group consisting of R 32 , 
R 33 , R 34 , R 35 , and R 36 ; \ 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N- 
methylamino, dimethylamino, methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, amidocarbonyl, carboxy, cyano, and Q b ; \ 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, N,N-dimethylamino, 
methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, 
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amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1- 
hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 



R\° and R 12 are independently selected from the group consisting of hydrido, 
amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymeth\|, amino, acetamido, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifiuoroacetami^io, aminomethyi, N-methyiamino, dimethylamino, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, 
bromo, and cyano;^ 

A is selected from the group consisting of single covalent bond, NH, N(CH 3 ), 
CH 2 , CH 3 CH, CH 2 CH\and CH 2 CH 2 CH 2 ; 



R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino\hydroxyamino, aminomethyi, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, methoxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, 
methylthio, ethylthio, trifluoromethoxy, 1 ,1,2,2-tetrafluoroethoxy, fluoro, chloro, and 
bromo; 



R 2 is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 2-pyrrolyl, 2- 
imidazolyl, 2-thiazolyl, 3-isoxazoly|\2-pyridyl, and 3-pyridyl, wherein a carbon adjacent 
to the carbon at the point of attachment is optionally substituted by R 9 , the other carbon 
adjacent to the carbon at the point of attachment is optionally substituted by R 13 , a 
carbon adjacent to R 9 and two atoms from the carbon at the point of attachment is 
optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from the carbon at 
the point of attachment is optionally substituted by R 12 , and any carbon adjacent to both 
R 10 and R 12 is optionally substituted by R 11 ; \ 



Y AT is Q b -Q s ; \ 

Q s is selected from the group consisting of: C[R 37 (benzoyl)](CR 37 R 38 ) b ], C[R 37 (2- 
pyridylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (3-pyridylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (4- 
pyridylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (2-thienylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (3- 
thienylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (2-thiazolylcarbonyl])](CR 37 R 38 ) b ], C[R 37 (4- 
thiazolylcarbonyl])](CR 37 R 38 ) b ], and C[R 37 (5-thiazolylcarbonyl])](CR 37 R 38 ) b ], wherein b is 
an integer selected from 1 through 3, R 37 and R 38 are independently selected from the 
group consisting of hydrido, alkyl, and haloalkyl, with the provisos that said aroyl and 
said heteroaroyl are optionally substituted at from one through three of the ring carbons 
with a substituent selected from the group consisting of R 16 ,Vr 17 , R 18 , and R 19 with the 
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proviso that R 17 and R 18 are optionally substituted at a carbon selected from other than 
the meta and\para carbons relative to the carbonyl of the benzoyl substituent and the 
heteroaroyl substituent, that said benzoyl and said heteroaroyl are bonded to the 
carbon directly bonded to amide nitrogen of the l-(amidocarbonymethylene) group, and 
that is no more thaiVone alkyl or one haloalkyl is bonded to a CR 37 R 38 at the same time; 

R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting of 

\ * 

hydrido, methyl, ethyl, arni'dino, guanidino, methoxy, hydroxy, amino, aminomethyl, 1- 
aminoethyl, 2-aminoethylL^^ dimethylamino, methylthio, ethylthio, 

trifluoromethylthio, methyisurfinyl, methylsulfonyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoromethoxy, fluoro, chloro, amidosulfonyl, N- 
methylamidosulfonyl, hydroxymethyl, carboxy, and cyano; 

Q b is selected from the group^consisting of NR 20 R 21 and C(NR 25 )NR 23 R 24 , with the 
proviso that said Q b group is bonded directly to a carbon atom; 

R 20 , R 21 , R 23 , R 24 , and R 25 are independently selected from the group consisting of 
hydrido, methyl, and ethyl. \ 



Please substitute the following for claim 43: 



43. (once arrtended) The compound as recited in Claim 42 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methylbutyl, 2,2,2-trifh)qroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropyl, 3-methoxy-2-propyl\2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 
2-dimethylaminopropyl, 2-cyanoethylN6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 
2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimethylaminoethyl, 3-rViqtiiyl butyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 



aminopropyl, 2-hexyl, and 4-aminobutyy 

A is selected from the group consisting N of single covalent bond, CH 2 , CH 3 CH, 
CH 2 CH 2 , and CH 2 CH 2 CH 2 ; \^ 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, trifluoromethoxy, 
fluoro, and chloro; \ 

R 2 is selected from the group consisting of 5-amino^-amidocarbonylphenyl, 5- 
amino-2-fluorophenyl, 3-amino-5-hydroxymethylphenyl, 5-amino-3- 
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methoxycarbonylphenyl, 3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2- 
metkylthiophenyl, 3-aminophenyl, benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 

3- carlDOxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 2,6- 
dichlorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl, 2-fluorophenyl, 3-fluorophenyl, 
2,5-difluoroplienyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
2-methoxypheny^3-methoxypheny!, 3-methoxyaminophenyi, 3-methoxycarbonyiphenyi, 
2-methylaminophenyl, 3-methylarninophenyl, 2-methylphenyl, 3-methylphenyl, 4- 
methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2- 
trifluoromethylphenyl, 5ranriino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2-thienyl, 3-pyridyl, 

4- pyridyl, 2-thienyl, and 3^thienyl; 

Y AT is Q b -Q s ; 

Q s is selected from the x group consisting of: 
[CH(benzoyl)](CH 2 ) b , [CH(2-pyriclylcaVbonyl)](CH 2 ) b , [CH(3-pyridylcarbonyl)](CH 2 ) b , 
[CH(4-pyridylcarbonyl)](CH 2 ) b , [C fc-thienylcarbonyl)](CH 2 ) b ,[CH(3- 
thienylcarbonyl)](CH 2 ) b , [CH(2-th4zolylcarbonyl)](CH 2 ) b , [CH(4-thiazolylcarbonyl)](CH 2 ) b , 
and [CH(5-thiazolylcarbonyl)](CH 2 ) b . wherein b is an integer selected from 1 through 3, 
with the provisos that said aroyl and said.heteroaroyl are optionally substituted at from 
one through three of the ring carbons with^a substituent selected from the group 
consisting of R 16 , R 17 , R 18 , and R 19 with the proviso that R 17 and R 18 are optionally 
substituted at a carbon selected from other than^the meta and para carbons relative to 
the carbonyl of the benzoyl substituent and the h'eteroaroyl substituent, and that said 
benzoyl and said heteroaroyl substituent are bonded to the carbon directly bonded to 
amide nitrogen of the l-(amidocarbonymethylene) group; 

R 16 and R 19 are independently selected from the^roup consisting of hydrido, 
amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, hydroxymethyl, fluoro, 
chloro, and cyano; \ 

R 17 and R 18 are independently selected from the group^ consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is C(NR 25 )NR 23 R 24 ; \ 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 
and methyl. 
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Please substitute the following for claim 44: 




44\ (once amended) The compound as recited in Claim 43 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, ferf-butyl, isobutyl, 1-pentyl, 3- 
pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3- 
hydroxypropy!, 3-methoxy-2-propy!, 2-methoxyethyi, 2-methyi-2-butyi, 3-methyl-2-butyl, 
2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2-amidinoethyl, 
2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 
6-cyanohexyl, 2-dimeth^aminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3- 
aminopropyl, 2-hexyl, and 4raminobutyl; 

A is selected from the group consisting of a single covalent bond, CH 2 , CH 2 CH 2 
and CH 2 CH 2 CH 2 ; j 

X° is selected from the grotip^consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trif/uo'romethyl, hydroxymethyl, and fluoro; 

R 1 is selected from the group Consisting of hydrido, hydroxy, amino, 
aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, methylthio, 
trifluoromethoxy, fluoro, and chloro; \^ 

R 2 is selected from the group consisting of 3-aminophenyl, benzyl, 2,6- 
dichlorophenyl, 5-amino-2-thienyl, 5-amino-2^fluorophenyl, 3-amino-2-methylphenyl, 5- 
amino-2-methylthiophenyl, 3-carboxyphenyl, 3^cyanophenyl, 3-chlorophenyl, 2- 
hydroxyhenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 3- 
methoxycarbonylphenyl, 3-dimethylaminophenyl, ^methylaminophenyl, 2- 
methylphenyl, 3-methylphenyl, phenyl, 3-pyridyl, 3-trifluoroacetamidophenyl, 3-bromo-2- 
thienyl, 2-thienyl, and 3-thienyl; \^ 

Y AT is selected from the group consisting of 5-guanidino-1-oxo-1-(2-thiazolyl)-2- 
pentyl, 5-guanidino-1-oxo-1-(4-thiazolyl)-2-pentyl, 5-guanidino-1-oxo-1-(5-thiazolyl)-2- 
pentyl, 5-guanidino-1-oxo-1-(4-amino-2-thiazolyl)-2-pentyl, and 5-guanidino-1-oxo-1- 
phenyl-2-pentyl. 



Please substitute the following for claim 46: 




7) 



46. (once amended) A composition for inhibiting thrombotic conditions in blood 
comprising a compound of^any one of Claims 24 or 40 and a pharmaceutical^ 
acceptable carrier. 
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Please substitute the following for claim 47: 



47. (once amended) A composition for inhibiting thrombotic conditions in blood 
(Y\ comprising a compound of any one of Claims 17 through 23, Claims 33 through 39, or 
f/ Claims 41 through 44 and a pharmaceutical^ acceptable carrier. 



Please substitute the following for claim 48: 



0 % 



- 487 (once amended) A method for inhibiting thrombotic conditions in blood 

omprising adding to blood a therapeutically effective amount of a composition of any 



one of Claims 46 or 47. 



Please substitute the following for claim 49: 



( ^ 49. (once amended)\A method for inhibiting formation of blood platelet 



aggregates in blood comprising adding to blood a therapeutically effective amount of a 
composition of any one of Clairrfs 46 or 47. 



Please substitute the followin g for cla im 50: 



50. (once amended) A method for inhibiting thrombus formation in blood 
if t comprising adding to blood a therapeutically effective amount of a composition of any 
one of Claims 46 or 47. \ 



Please substitute the following for claim 51: 



- u 



^ if) 51 . (once amended) A method for treating or preventing venuous 
^/ thromboembolism and pulmonary embolism in a mammal comprising administering to 
the mammal a therapeutically effective^ mount of a composition of any one of Claims 
46 or 47. 



±J9 



t9 v : 



Please substitute the foll owing for cl aim 52: 

52. (once amended) A method for treating or preventing deep vein thrombosis in 
a mammal comprising administeringMo the mammal a therapeutically effective amount 
a composition of any one of Claims\f6 or 47. 



Please s ub stitute the following for claim 53: 

53. (onceamended) A method\for treating or preventing cardiogenic" 



^thromboembolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition ofanyjDna_Q^^^ 



v 
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Please substitutejhe^following for claim 54: 



^ V 54. (once amended) A method for treating or preventing thromboembolic stroke 

' f't * k in hurnans and other nnammals comprising administering to the mammal a 

therapeutically effective amount of a composition of any one of Claims 46 or 47. 



Please substitute the following for claim 55: 



Z 55. (once amended) A method for treating or preventing thrombosis associated 

with cancer and canc^r^hemotherapy in humans and other mammals comprising 
ff administering to the mammal a therapeutically effective amount of a composition of any 
one of Claims 46 or 47. 



Please substitute the following for claim 56: 



c - u \j 56. (once amended)V\ method for treating or preventing unstable angina in 
^ f/l humans and other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims 46 or 47. 



Please substitute the following for cl aim 57: 



\ 57. (once amended)^ method for inhibiting thrombus formation in blood 

comprising adding to blood a therapeutically effective amount of a compound of any 
one of Claims 17-24 or 33-44 with v a therapeutically effective amount of fibrinogen 




receptor antagonist. 
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